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INTERNATIONAL PRELIMINARY EXAMINATION REPORT 



International application No. 
PCT/US99/ 17974 



I. Basis of the report 



1. With regard to the elements of the international application:* 
[ x | the international application as originally filed 
the description: 



pages 

pages 

pages 

the claims: 

pages 

pages 

pages 

pages 



1-37 ^ T as originally filed 

NONE , filed with the demand 

NONE , filed with the letter of 



38-41 , as originally filed 

NONE , as amended (together with any statement) under Article 19 

NONE , filed with the demand 

NONE , filed with the letter of 



| x| tne drawings: 

pages 

pages 

pages 



NONE _ ( as originally filed 

NONE , filed with the demand 

NONE filed with the letter of 



the sequence listing part of the description: 

pages NONE , as originally filed 

pages NONE _ _____ , filed with the demand 

pages NONE , filed with the letter of 



2. With regard to the language, all the elements marked above were available or furnished to this Authority in the language in which 
the international application was filed, unless otherwise indicated under this item. 

These elements were available or furnished to this Authority in the following language __ which is: 

| | the language of a translation furnished for the purposes of international search (under Rule 23.1(b)). 
| | the language of publication of the international application (under Rule 48.3(b)). 

I I the language of the translation furnished for the purposes of international preliminary examination (under Rules 55.2 and/ 
or 55.3). 

3. With regard to any nucleotide and/or amino acid sequence disclosed in the international application, the international 
preliminary examination was carried out on the basis of the sequence listing: 

I I contained in the international application in printed form. 

| [ filed together with the international application in computer readable form. 

| | furnished subsequently to this Authority in written form. 

| | furnished subsequently to this Authority in computer readable form. 

□ The statement that the subsequently furnished written sequence listing does not go beyond the disclosure in the 
international application as filed has been furnished. 

I I The statement that the information recorded in computer readable form is identical to the writen sequence listing has 
' — ' been furnished. 

4 jjTj The amendments have resulted in the cancellation of: 

D_ the description, pages NONE 

the claims, Nos. NONE 



fx] the drawings, sheets/ftg NONE 



5. This report has been drawn as if (some ot) the amendments had not been made, since they have been considered to go 

beyond the disclosure as filed, as indicated in the Supplemental Box (Rule 70.2(c)) ** 
* Replacement sheets which have been furnished to the receiving Office in response to an invitation under Article 14 are referred to 
in this report as "originally filed " and are not annexed to this report since they do not contain amendments (Rules 70. 1 6 
and 70.17). 

**Any replacement sheet-comamihx Tsuchrwtiemtments must be referred to under item 1 and annexed to th is report. 
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V. Reasoned statement under Article 35(2) with regard to novelty, inventive step or industrial applicability; 
citations and explanations supporting such statement ^ 



1. statement 

Novelty (N) 



Inventiv e Step (IS) 



Claims 6, IK 16, and 17 



Claims 1-5, 7-10, and 12-15 



Claims 16 and 17 



Claims 1-15 



YES 
NO 

YES 
NO 



Industrial Applicability (1A) 



Claims 1-1? 



Claims NONE 



YES 
NO 



2. citations and explanations (Rule 70.7) 

Claims 1-5, 7-10. and 12-15 lack novelty under PCT Article 33(2) as being anticipated by Emisphere Tech Inc (WO Patent 
Application 98/21951). Emisphere Tech Inc teaches compound E702 (see Figure 1), which anticipates Applicant's compound 
76. Emisphere Tech Inc uses its compound in combination with a protein, peptide, carbohydrate or lipopolysaccharide antigen 
in order to induce oral tolerance (see claims 1-18). The compounds can be administered in dosage unit form in combination 
with pharmaceutical^ acceptable carriers such as water (see page 8. line 10 - page 9, line 8, and Example 1). 

Claims 1-15 lack an inventive step under PCT Article 33(3) as being obvious over Emisphere Tech Inc (WO Patent 
Application 96/30036). Emisphere Tech Inc teaches compounds IV. XIX, XXVII, XXVIII, XXIX, XXX, XXXI, and 
XXXV (see pages 4, 6. 7, 8) which differ from Applicant's compound 103 in that the Emisphere Tech Inc's compounds 
contains four, eight, eleven, nine, seven, twelve, ten, and six carbon atoms, respectively, in their carboxylic acid groups 
whereas Applicant's compound 103 contains three carbon atoms in its carboxylic acid group. It would have been obvious to 
one of ordinary skill in the art at the time Applicant's invention was made to form compounds according to Emisphere Tech 
Inc except having three carbon atoms in its carboxylic acid chain because this compound is homologous to those taught by 
Emisphere Tech Inc, because a slight change in the number of methylene groups in the chain of a carboxylic acid would not 
have been expected to affect materially the carboxylic acid chain's properties, and because the resulting compound has only 
the activity which would have been expected in view of Emisphere Tech Inc, i.e. use in delivery of active agents (see, e.g., 
the Abstract and the claims). Emisphere Tech Inc also teaches compound XX (see page 6) which differs from Applicant's 
compounds 85, 86, 88, 92. 97, and 113 in that the Emisphere Tech Inc's compound contains eight carbon atoms in its 
carboxylic acid group whereas Applicant's compounds 85, 86, 88, 92, 97. and 113 contain ten, six, eleven, four, twelve, 
and two carbon atoms in their carboxylic acid groups. Further. Emisphere Tech Inc discloses carboxylic acid groups in 
general having from five to (Continued on Supplemental Sheet.) 
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VIII. Certain observations on the international application 

The following observations on the clarity of the claims, description, and drawings or on the question whether the claims are fully 
supported by the description, are made: 

Claims 1-15 are objected to under PCT Rule 66.2(a)(v) as lacking clarity under PCT Article 6 because the claims are indefinite 
for the following reason(s): Compound 115 is not defined anywhere in the disclosure or claims. The terms "analogs" and 
"mimetics" in claims 5 and 10 are indefinite because it is not clear what degree of functional and/or structural similarity must 
be present between a compound and the claimed biologically active agents in order for the compound to be deemed an "analog" 
or "mimetic" and therefore embraced within the scope of the claims. The terms are not defined either in the disclosure or in 
the art. 
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Supplemental Box 

(To be used when the space in any of the preceding boxes is not sufficient) 



Continuation of: Boxes I - VIII 



Sheet 10 



CLASSIFICATION: 

The International Patent Classification (IPC) and/or the National classification are as listed below: 
IPC(7): C07C 233/25, 237/36. 237/40; A61K 47/18 and US CI.: 424/85.2. 85.4, 141.1, 184.1; 514/2. 3. 11. 12, 21, 56, 
354, 423, 448, 562. 563, 773, 784: 546/323: 548/537; 549/72; 562/430. 444, 449, 450, 507, 567 



V. 2. REASONED STATEMENTS - CITATIONS AND EXPLANATIONS (Continued): 

twenty-one carbon atoms in their carboxylic acid groups. It would have been obvious to one of ordinary skill in the art at the 
time Applicant's invention was made to form compounds according to Emisphere Tech Inc except having ten, six, eleven, 
four, twelve, and two carbon atoms in its carboxylic acid chain because these compounds are homologous to the one taught by 
Emisphere Tech Inc, because a slight change in the number of methylene groups in the chain of a carboxylic acid would not 
have been expected to affect materially the carboxylic acid chain's properties, because Emisphere Tech Inc generically 
encompasses carboxylic acid groups having ten, six, eleven, and twelve carbon atoms, and because the resulting compounds 
have only the activity which would have been expected in view of Emisphere Tech Inc, i.e. use in delivery of active agents 
(see, e.g., the Abstract and the claims). Emisphere Tech Inc also teaches compound XXIV (see page 7) which differs from 
Applicant's compounds 91, 95, 99, 101, and 1 1 1 in that the Emisphere Tech Inc's compound contains eight carbon atoms in 
its carboxylic acid group whereas Applicant's compounds 91, 95, 99, 101, and 111 contain four, twelve, ten, six, and two 
carbon atoms in their carboxylic acid groups. Further, Emisphere Tech Inc discloses carboxylic acid groups in general having 
from five to twenty-one carbon atoms in their carboxylic acid groups. It would have been obvious to one of ordinary skill in 
the art at the time Applicant's invention was made to form compounds according to Emisphere Tech Inc except having four, 
twelve, ten, six. and two carbon atoms in its carboxylic acid chain because these compounds are homologous to the one taught 
by Emisphere Tech Inc, because a slight change in the number of methylene groups in the chain of a carboxylic acid would 
not have been expected to affect materially the carboxylic acid chain's properties, because Emisphere Tech Inc generically 
encompasses carboxylic acid groups having twelve, ten, and six carbon atoms, and because the resulting compounds have only 
the activity which would have been expected in view of Emisphere Tech Inc, i.e. use in delivery of active agents (see, e.g., 
the Abstract and the claims). 

Claims 16 and 17 meet the criteria set out in PCT Article 33(2)-(3), because the prior art does not teach or fairly suggest 
compound 105 having 2-OH and 5-C1 substituents on the phenyl ring. 

Claims 1-17 meet the criteria set out in PCT Article(4), because the claimed invention would have been expected to have 
industrial applicability in the therapeutic administration of active agents. 



- NEW CITATIONS 

NONE 
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